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Abstract Of JP1 1222425 

PROBLEM TO BE SOLVED: To obtain the subject pharmaceutical preparation that can increase the 
concentration of the medicine at the target site with suppression of systemic side effect and retain the 
medicinal effect for a long period of time to alleviate the burden of the patients by constituting the 
preparation with microcapsules containing a specific polymer and the pharmaceutical(s). SOLUTION: 
The objective preparation is obtained by mixing (A) an in vivo degradable and biocompatible polymer 
with (B) pharmaceutical(s) and converting the mixture to microcapsules preferably with a particle size 
of 5-530 &mu m on the average. This microcapsule is a particle prepared by coating the surface of the 
component B with the component A or a particle in which the component B is dispersed in a dissolved 
state or crystalline state in the carrier of the component A. The contents of these components in the 
preparation are 20-99 wt.% (A) and 1-80 wt.% (B), respectively. The component A is, for example, a 
homopolymer or copolymer of lactic acid, glycolic acid, amino acids and the like. The component B is 
steroidal preparations, antirheumatic agents, immunosuppressive agents and the like. 
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V-<i?n;^r7°-b/Ht:$r^T-?>t. 3 0:«-|aJtfff^. 4 5 — 
2 5 0//mT'^jaL, MBE$aiSiD-'<->'7S>'-^W 
<0vW:7n;ir7°-fe/KD-'<^v'^ = >-^^r*l 6. 3 
% <W/W) ) 

[0 04 1 ] ||]Si^j2 9 (bTy^c^^^®?-^^U•^^A-&:^ 

PLGA (ffl^5 0/5 0 (t;l^ifc) . S*T%JH=^ 
fil78000) 4. 5g$-JS-fk^f-L'y4 0. 5 gtc; 

(fif«¥i%^«<7l 0 07J. ¥i^@5. 08/^m) 
5 0 Omg^r^— tc:!gS$-&^o CcObT/l'oygt^jSjffi 

\z—)\^T)Vzl~)V 1 . 5 7%. m\Lit)Vi^^J^ 2 7.0 
%) 7 6. 4gfc:rn'<9TW (1 OOOrpm) L=5r 
*<^>jDi.fU(i$-fr>t:. <}i:ur-i(^?L-ft:?RS:»S!*6. 6 
1 tcrn'<5-Cfgf# ( 7 0 Orpin) L^st^ht^L. 3 0 

:?o;i?T-b;l^SrrKL. ffl^*-Cl5fe?f L/::c7)*>|eji§ 

^tV-^' DX77'-feyU{iTi^fftS8 0MTn<7)m^X$) 0 1 
r/Un yg?-^ b U A-i-fiJi 5 . 8% ( W/W ) Xf> o 

[0042] ^i5ij3 0 (mxmm^T/ua>mi-h<j 
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nygs-^hU'^A 0 073. 

f25. 0 l^m) ||]|S«f!|2 9fcll«iO:^lC<}: 

fjv-f :7o;^rr-fe/l'S:#;t. PLGAJiffl^S 0/5 
0 (^;UJt) , fi4¥%^FF4l 000 0Oi,<^)^:fflv^ 
m3tSlitr/Pn>@g<o-^4{±afif<i*U 0% (w 
/W) <0t<0{cov^Ti«8?Sr^fof^^m'7^7O7>r-fe 

% (W/W) T&->3t, 

[0043] HJfifJiJ 3 1 ( ^^eSPS t T/Uuymi- h V 
'^A-^Wv^f ^'n;irr-t;KOig|M) 
PLGA (fflj«J:b5 0/5 0 (t/Uifc) . Bfi^i^^JJ-^ 

557600) 0. 9s^T-fzhyi 2 gfc?§«?L. CI 

4if«;l 0 07T. V±^m@5. Oljum) 6 0 Omg^i^— 

eX^CO^X'ra^^X'mn ( l 5 OOrpm) t=5: 

>• 1 5 0 0 3 5'C<0^Trn'<^TiS# ( 8 

OOrpm) L^*<4>Jllt. eO^ramtft/c^^-^V^i? 

iruij r't;Ki¥^SS4 0 // mco?5J*-CS> 0 , 
M8bT/PoyK-^M;'>^-^S{i:4 0. 2% <W/W) 

[0044] 1 0 (s^ts^b r/^^>'Bl-^ h u 

SUfefiF!l30atX3 l*>ii>#^>it/^V>f ^o;*r-fe/l^ 
3tS^br;l'ay®|2iiigffiSft) $:f»«*3ml^(CAil 

[0045] MMm 1 1 (|g3feSa$bT;l^a>BS-^ h U 
HifiMB O&t/S 1 •Ciffll^t/iV'f :?n/;7''-fe;U6nig5r 

/I'aymi^i. in vivo x'ff^mmmmtrmML 

fz. nmt Lxi^%wmy^T)vuymimm ( i . o 

% : W/V) 3mgS:^-^LJt. 4 tC:S^f . « 

3KS^b ryt'O yffi!7mM{ca:^^3eSiib r^po 
^^-^-i ^utjr-^jv^ikH-Ltz^^\,z\i. mm^nx' 
<r>mMmiy^r)vaym&i}mnL. in vitro-cc7)jic{fi 

cnm^^mtWm>:.r)\^uy^^^-?^ 9 □;&7°-fe;US:S 
4t3t»^T{i. $<^lC:^^{ci3!t0^3KMi6br;Un 
ym&ifi^W.LXy.'^h. Lfv!*«-^TbT;UayS?#W7 
>f^'D;<^r-fe;Wi. bT/l'Di'KiOjitai&SiJffll-r&Cli: 



{CiOin vivo -CO^i^iaSrOTSB-rSClkJ&^-CtSC: 

[00461 ^^J3 2 (itB?T=^-tp< ^'y'y-irW-fc:^ 

•fe'7f-y3. 3g?:ifti?7j<l OmUcJPi. 7 O'CiO^fr 
TT'Hf^^vSrJiJBS-fr^v:. ^<r>m,ZWm^^^^^Y 
yO. 3 7gS:JlI;tJ:<t«-ife$-*Jtf*,-^467 0*CfcjD 
SU^:^irlil''^°^7 ^ V 2 0 Oiiil(f tcJPi. rn'<.^T5 

uiiy^)Vt:^^Mtz. 3 Ot»-|Bjmif^-7'f i5'o;i{rr 

[0047] HSftfiaj 3 3 ( 7;u;Pb'ro7 X y-irW^^ 

:?D;&7*-fe/U<50OTM) 

PLGA {fflBgJt5 0/5 0 (^;Pik) . SM^J^^ 
«57600) 2. 2 5g$-lS^Mf-^>'2 0. 25g 
\izmmLXl 0%mmbhtz. :i<nxm.i,zy MU\^y°^ 

yx.yo. 25s ^mw Lm%%^ itJt . :i<^m?:f>sf)m 

mLfz 1 b':=:/I^T/Wn-/W^I<jijg6 7 gtc^iOa 

1 ^rx3^vXiimLXOywm:c^fUi^ a 
Jgjife Lit , c: i^x a y ^ifSig* 3 7 5' 0 g izim 
L^t^hmaL. xv/i^^-gytfcoJg-fb^^i^ySrftai 
LXlS^L^-( ^a:^y-^M\L^n^rz, 2 5X:'C3 0 
3 5*Cf 6 0:«-ra}^fm 4 5~2 5 0A«mT'^ 

tms.^tmkyfi^}\^ b'r n 7 x :^-t-*-v-f a * r -t 
;K7;Wi'b'ra7x:^^**8. 2% (w/w) ) S: 
ntz. 

[0048] mMMS 4 ( 7yU;Pb'7'07x V T^-t 

PLGA («lfigit50/5 0 (=e;^^b) . 

457600) 2. 2 5g5-Jg'fk^-?-P>'2 0. 25 g 
tcif»LT 1 0%m&t Lfz. ceDm^lzy/U;Uh'yT3 
yx.y r^-fef-ypo. is s^mn^M'm^'^z, 

<mk'f>h'^\.fz 1 %-i?U b-:i;l^r;l-r7-/U7}<?§?S6 
7 g {caSJP L s 1 ^J-Hro'^^TW U-C O/WSxr? 
/U^-aVj-Jgfi^LJt. ic7)X'r/Wi^3>'5r»K?K3 7 5 
0 g icJ^f* L^*<^>^JlI xvy^i/' 3 ypcOi^it^ ^ 

5-c-c3o^s. 3 5'cx'6o-^mmmk. 45-25 

0 Atm-CiSjiSU^ffite«l^7;l'yl'b'T07x Tdf-t 
f-y^i-^rv>f a;err-b/W ( 7;WUb'7'a7 x >' 
•fef-;l^**10. 3% (w/w) ) Sr#fc. 
[00491 

{±. mwmztst^-tt ^kizx*). mm^^ts-?-^ ^ o 
i] y°^)vtmmi.'(^^<^mmm,z¥fmt.fz\±^ oat 

H-\^fdi^'^\.zY(j<xmm.zhfz ^mmn\zmhim^ 
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[02 ] >!>7V- K7-fffitCj: i^P^L/cTV Kr^VD 
n;^r-fe;KO. pH6 . 8 'J J^KiliSfJRfffc: 

[03 ] y yMr ^-9-^ ^' W^h h U >>A^^^<^M^: 
^-7>f ^'n;&r-b;KO. PH7 . 5 U y|gS?«a[4«fc:l3ft 

[04 ] ^T4c7)^^i>?Lgt • j/y 3-;i.g|3dfJ V- 
;<?r-lr;PcO, pH7 . 5 U >illSaRS4't=±5{t-Sifeajfti» 
[05 ] mmtcoWj:^^ • :?^Un-;Hj!3d^U V- 

;&r-fe;uco. pH7 . 5ii>'e<i»?a4'tcii{t§i5cajfl*a 

[06] UyKT^-9■;<^'V'>'-:^^U'>A#^rv-f 
[01] 

1 




[07] ^'i?D7x:h:7-^hy'>i>.-^W^<?)P=5rl)-7'f 
^D;>&7°-b:;K0. PH7. 5 U >iliig«?ffi4itci3tt^&ai 

[08] i^':?07x:h^':>-h';'>A-^*v-^>07&7--fe 
;WC0. pH7. 5 y y®?JS«Wcfc(tl.ScmiaM2:*rr 

[09] >''^5'^7x•^^'•^^U'?ix-^^rv>f :7o;<?7''-fe 

i? n 7 * ^' i S-Ti^ L ^ 9 7 S . 
[01 0] ;^ hhl':ir^f-h-&^r-7-<i?D;<^7'-feyl'C7)pH 

[01 1] ^hhu^i^-b-^^r^^^oXfr-fe/p&t/ 

[01 2] >-^D7:}-X7r 5 7*-fe;P 

itxyr^YS.^^Ltzy'yyX'ht. 

[013] ^3tsastr;i'Dy®s-^=fi-v^^o;<?r-fe:/u 

*'voscajiaias:s^-r^'97-c*s» 

[01 4 ] ^3t^iitr;Pnvi|7j<^;KSt^®3fe^il$t 
T^Uni^iJ-^^-v-f :7a*7'-te;USr'>-9-^<?5)BlB9fiSfctS 

M*2:«^^^57T-*S. 
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